Sir:
Bioxanthracenes ES-242s were isolated from the cul- The C-4 hydroxy group of the unsaturated lactone 5 was isomerized to give 6, which reacted with 7 in tandem Michael-Dieckmann reaction type to afford a single product 8. Aromatization of 8 with DDQ, followed by deoxygenation, gave a monomer 9, which was submitted to oxidative dimerization4,5). ES-242-4 (1a) and its atropisomer (1b) were obtained in 37% and 38% yields, respectively. Now, we describe herein the synthesis and preliminary biological evaluation of the diastereomeric analogs of ES-242-4 (2a and 2b) and monomers 3 and 4 to understand the structure-activity relationships (Fig. 1) . The analogs 2a and 2b were synthesized from 5 by the similar synthetic strategies but without isomerization of the C4 hydroxy group (Scheme 2 and Table 1 ).
The O-methoxymethyl derivative 10, however, reacted with 7 to give a diastereomeric mixture 11, which was aromatized by treatment with cyclohexene and Pd-C to produce a single product 12. In order to discuss the structure-activity relationships, the monomers 3 and 4 were also prepared by deprotection of 9 and 15 with AcCl in MeOH, respectively. The inhibitory activities against [3H]MK-801 binding to the NMDA receptor were assayed according to the methods reported by TOKI3) as summarized in Table 2 . Both the synthetic ES-242-4 (1a) and its atropisomer (1b) showed significant inhibiting activities in a similar concentration range. However, their diastereomeric isomers 2a and 2b showed remarkable differences: namely, the one isomer 2b was the most potent among the tested compounds, inhibiting [3H]MK-801 binding with an 
